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AB Azasteroids of formula I [X = H, halo; Rl = H, CF3 , acyl , alkyl, etc.; R2 , 
R3 = H, halo, alkyl, aminoalkyl, etc.; R2R3 = oxo, alkylene; R4 = H, halo, 
acyl, arylalkyl, etc.; R5 = H, acyl, alkoxycarbonylalkyl , etc.; U, V, W, D 
= CH, N, with provisos] are prepared as modulators of the androgen receptor 
(AR) in a tissue selective manner. They are useful as agonists of the 
androgen receptor in bone and/or muscle tissue while antagonizing the AR 
in the prostate of a male patient or in the uterus of a female patient. 
These compds. are therefore useful in the enhancement of weakened muscle 
tone and the treatment of conditions caused by androgen deficiency or 
which can be ameliorated by androgen administration, including 
osteoporosis, osteopenia, glucocorticoid- induced osteoporosis, periodontal 
disease, bone fracture, bone damage following bone reconstructive surgery, 
sarcopenia, frailty, aging skin, male hypogonadism, postmenopausal 
symptoms in women, atherosclerosis, hypercholesterolemia, hyperlipidemia, 
obesity, aplastic anemia and other hematopoietic disorders, inflammatory 
arthritis and joint repair, HIV-wasting, prostate cancer, cancer cachexia, 
Alzheimer's disease, muscular dystrophies, cognitive impairment, decreased 
libido, premature ovarian failure, and autoimmune disease, alone or in 
combination with other active agents. Thus, II was prepared in several 
steps from 4 -methyl-3 -oxo-4 -aza-5cc-androst-l-ene- 17p-carboxylic 
acid and 2 , 3 -diaminopyridine . The prepared compds. had IC50 values of 1 
I^M or less in hydroxylapatite-based radioligand displacement assay. 

IT 851866-03-0P 

RL: PAC (Pharmacological activity) ; RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(preparation of heterocyclic azasteroid derivs. as selective androgen 
receptor modulators) 

RN 851866-03-0 CAPLUS 

CN 2H-Indeno [5, 4-f ] quinolin-2 -one , 1 , 4a, 4b, 5 , 6 , 6a, 7 , 8 , 9 , 9a, 9b, 10 , 11 , 11a- 

tetradecahydro-7- (lH-imidazo [4 , 5-b] pyridin-2 -ylmethyl) -1, 4a, 6a- trimethyl- , 
(4aR,4bS,6aR,7R,9aS,9bS,llaR)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




851866 


-04 


-IP 


851866 


-05 


-2P 


851866 


-06 


-3P 


851866 


-07 


-4P 


851866 


-08 


-5P 


851866 


-09 


-6P 


851866 


-10 


-9P 


851866 


-11 


-OP 


851866 


-12 


-IP 


851866 


-13 


-2P 


851866 


-14 


-3P 


851866 


-15 


-4P 


851866 


-16 


-5P 


851866 


-17 


-6P 


851866 


-18 


-7P 


851866 


-19 


-8P 


851866 


-20 


-IP 


851866 


-21 


-2P 


851866 


-22 


-3P 


851866 


-23 


-4P 


851866 


-24 


-5P 


851866 


-25 


-6P 


851866 


-26 


-7P 


851866 


-27 


-8P 



10/576, 335 



851866-28-9P 851866-29-0P 851866-30-3P 
851866-31-4P 851866-32-5P 851866-33-6P 
851866-34-7P 851866-35-8P 851866-36-9P 
851866-37-0P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of heterocyclic azasteroid derivs. as selective androgen 
receptor modulators) 
RN 85 1866-04-1 CAPLUS 

•CN 2H-Indeno [5, 4-f ] quinolin-2 -one , 1 , 4a, 4b, 5 , 6 , 6a, 7 , 8 , 9 , 9a , 9b, 10 , 11 , Ha- 
te trade cahydro- 1 , 4a, 6a-trimethyl-7- ( lH-purin-8-ylmethyl) -, 
(4aR,4bS,6aR,7R,9aS,9bS,llaR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
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Me 



RN 851866-05-2 CAPLUS ■ 

CN 2H-Indeno [5,.4-f ] quinolin-2 -one, 7- ( lH-benzimidazol-2 -ylmethyl) - 

1, 4a, 4b, 5,6, 6a, 7,8,9, 9a, 9b ,10,11, lla-tetradecahydro-1, 4a, 6a- trimethyl- , 
(4aR,4bS,6aR,7R,9aS,9bS,llaR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



0 




Me 



RN 851866-06-3 CAPLUS 

CN 2H-Indeno [5 , 4 -f ] quinolin-2 -one, 1, 4a, 4b, 5 , 6 , 6a, 7 , 8 , 9 , 9a, 9b, 10 , 11, lla- 
tetradecahydro-1 ,4a, 6a- trimethyl - 7 - [ ( 5 -methyl - lH-benzimidazol - 2 -yl ) methyl] 
, (4aR,4bS, 6aR, 7R, 9aS, 9bS, HaR) - (9CI). (CA INDEX NAME) 
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Absolute stereochemistry . 
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RN 851866-07-4 CAPLUS 

CN 2H-Indeno [5, 4-f ] quinolin-2 -one, 7- [ ( 5-chloro- lH-benzimidazol-2 -yl ) methyl] 
1, 4a, 4b, 5, 6, 6a, 7, 8 , 9, 9a, 9b, 10, 11, lla-tetradecahydro-1, 4a, 6a- trimethyl- , 
(4aR,4bS, 6aR, 7R, 9aS, 9bS, llaR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 



RN 8518 66-08-5 CAPLUS 

CN 2H-Indeno [5, 4-f ] quinolin-2 -one, 1, 4a, 4b, 5 , 6 , 6a, 7 , 8 , 9 , 9a, 9b, 10 , 11 , 11a- 
tetradecahydro-7- [ ( 5 -methoxy- lH-benzimidazol -2 -yl ) methyl] -1, 4a, 6a- 
trimethyl-, (4aR, 4bS , 6aR, 7R, 9aS , 9bS , llaR) - (9CI) (CA INDEX NAME) 




CI 
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Me 



Absolute stereochemistry. 
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RN 85186.6-09-6 CAPLUS 

CN 2H-Indeno [5, 4-f ] quinolin-2 -one, 1, 4a, 4b, 5, 6 , 6a, 7 , 8 , 9, 9a, 9b, 10 , 11, 11a- 
tetradecahydro-1, 4a, 6a- trimethyl- 7 - [ ( 6 -methyl -lH-purin- 8 -yl) methyl] - , 
(4aR,4bS, 6aR, 7R, 9aS, 9bS, llaR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 




RN 851866-10-9 CAPLUS 

CN 2H-Indeno [5 , 4-f ] quinolin-2 -one , 1 , 4a, 4b, 5 , 6 , 6a, 7 , 8 , 9, 9a, 9b, 10 , 11 , 11a- 

tetradecahydro-7- (lH-imidazo [4 , 5-c] pyridin-2 -ylmethyl ) -1, 4a, 6a- trimethyl - 
(4aR,4bS,6aR,7R,9aS,9bS,llaR)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry . 
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RN 851866-11-0 CAPLUS • 

CN 2H-Indeno [5, 4-f ] quinolin-2 -one, 7- [ ( 5-f luoro-lH-benzimidazol-2 -yl) methyl] 
1, 4a, 4b, 5, 6, 6a, 7 , 8, 9, 9a, 9b, 10, 11, lla-tetradecahydro-1, 4a, 6a- 1 rime thy 1- , 
<4aR,4bS,6aR,7R,9aS,9bS,llaR)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




H 



Me 



RN 851866-12-1 CAPLUS 

CN 2H-Indeno [5, 4-f ] quinolin-2 -one , 1, 4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10, 11, 11a- 

tetradecahydro-1 , 4a, 6a-trimethyl-7- [ {4 -methyl- lH-benzimidazol -2 -yl ) methyl] 
, (4aR, 4bS, 6aR, 7R, 9aS, 9bS, llaR) - (9CI) ( CA INDEX NAME ) 



Absolute stereochemistry . 
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Me 




RN 851866-13-2 CAPLUS . 

CN " 2H-Indeno [5, 4-f ] quinolin-2-one, 1, 4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10, 11, 11a- 

tetradecahydro-1, 4a, 6a- 1 rime thy 1 -7 - [ [5- ( trif luoromethyl ) - lH-benzimidazol-2 - 
yl] methyl]-, (4aR, 4bS, 6aR, 7R, 9aS, 9bS, llaR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

. CF 3 




RN . 851866-14-3 CAPLUS 

CN lH-Benzimidazole-5-carboxylic acid, 2 - [ [ (4aR, 4bS, 6aR, 7R, 9aS, 9bS, llaR) - 

2, 4a, 4b, 5, 6, 6a, 7,8,9, 9a, 9b, 10, 11, lla-tetradecahydro- 1 , 4a, 6a- trimethyl-2 - 
oxo-lH-indeno [5 , 4-f ] quinolin-7-yl] methyl] - , methyl ester (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry. 
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0 




RN 851866-15-4 CAPLUS 

CN lH-Benzimidazole-5-carboxylic acid, 2 - [ [ (4aR, 4bS , 6aR, 7R, 9aS , 9bS , llaR) - 

2,4a, 4b ,5, 6, 6a, 7,8,9, 9a, 9b, 10, 11, 11a- tetradecahydro- 1 , 4a, 6a-trimethyl-2- 
oxo-lH-indeno [5, 4 -f ] quinolin-7 -yl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 

.C0 2 H 




Me 



RN 851866-16-5 CAPLUS 

CN 2H-Indeno [5 , 4 - f ] quinolin-2 -one , 7- [ (6-chloro-5 , 7 -dimethyl - lH-imidazo [4,5- 
b] pyridin- 2 -yl) methyl] -1 , 4a, 4b, 5 , 6 , 6a, 7 , 8 , 9 , 9a, 9b, 10 , 11, 11a- tetradecahydro 
l,4a,6a-trimethyl-, (4aR, 4bS , 6aR, 7R, 9aS , 9bS , llaR) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry . 
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0' N 




RN 851866-17-6 CAPLUS 

CN 2H-Indeno [5, 4-f ] quinolin-2-one, 1, 4a, 4b, 5 , 6 , 6a, 7 , 8 , 9, 9a, 9b # 10 , 11, 11a- 

tetradecahydro-1 , 4a, 6a- trimethyl-7 - US- ( trif luoromethyl ) -lH-imidazo [4,5- 
b] pyridin-2-yl] methyl] (4aR, 4bS , 6aR, 7R, 9aS , 9bS , llaR) - (9CI) (CA INDEX- 
NAME) 

Absolute stereochemistry. 




CF 3 



RN 851866-18-7 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, 2- [ [ (4aR, 4bS, 6aR, 7R, 9aS, 9bS, llaR) - 

2, 4a, 4b, 5,6, 6a, 7,8,9, 9a, 9b;i0, 11, lla-tetradecahydro- 1 , 4a, 6a-trimethyl-2- 
oxo-lH-indeno[5,4-f]quinolin-7-yl]methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
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ff 
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RN 851866-19-8 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, N, N- dimethyl -2 - 

[ [ (4aR, 4bS, 6aR, 7R, 9aS, 9bS, llaR) -2 , 4a, 4b, 5 , 6 , 6a, 7 , 8 , 9 , 9a, 9b, 10 , 11 , Ha- 
te trade cahydro- 1 , 4a, 6a-trimethyl-2-oxo-lH-indeno [5 , 4-f ] quinolin-7- 
yl] methyl]- (9CI) (CA INDEX NAME) 



Absolute stereochemistry . 





NMe2 



RN 851866-20-1 CAPLUS 

CN ' 2H-Indeno [5 , 4 -f ] quinolin-2 -one , 7- [ (5 , 7 -dimethyl - 1H- imidazo [4 , 5-b] pyridin- 
2 -yl) methyl] - 1 , 4a, 4b, 5 , 6 , 6a, 7 , 8 , 9 , 9a, 9b, 10 , 11 , 11a- tetradecahydro- 1 , 4a, 6a- 
trimethyl-, { 4aR, 4bS , 6aR, 7R, 9aS , 9bS , llaR) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry . 
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H 



Me 



RN 851866-21-2 CAPLUS 

CN 2H-Indeno [5 , 4-f ] quinolin-2-one, 1 , 4a , 4b, 5 , 6 , 6a, 7 , 8 , 9 , 9a , 9b, 10 , 11 , 1 la- 
te tradecahydro- 1 , 4a, 6a-trimethyl-7- [ ( 7 -methyl-lH-imidazo [4 , 5-b] pyridin-2- 
yl ) methyl] -, ( 4aR, 4bS, 6aR, 7R, 9aS , 9bS , llaR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 851866-22-3 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, N-methyl-2- [ [ (4aR, 4bS, 6aR, 7R, 9aS, 9bS, llaR) 
2, 4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10, 11, 11a- tetradecahydro- 1 , 4a, 6a-trimethyl -2 - 
oxo-lH-indeno [5, 4-f ] guinolin- 7 -yl] methyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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NHMe 



Me 



RN 851866-23-4 CAPLUS 

CN lH-Benzimidazole-4-carboxylic acid, 2- [ [ (4aR, 4bS, 6aR, 7R, 9aS, 9bS, llaR) - 

2 , 4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10, 11, lla-tetradecahydro-1, 4a, 6a-trimethyl-2- 
oxo-lH-indeno [5, 4-f ] quinolin-7-yl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 851866-24-5 CAPLUS 

CN lH-Benzimidazole-4-carboxylic acid, 2- [ [ (4aR, 4bS, 6aR, 7R, 9aS, 9bS, llaR) - 

2, 4a, 4b, 5, 6, 6a, 7,8,9, 9a, 9b, 10, 11, lla-tetradecahydro- 1 , 4a, 6a- trimethyl-2- 
oxo-lH-indeno[5,4-f]quinolin-7-yl]methyl] -, methyl ester (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry . 



10/576, 335- 




Me. 

RN 851866-25-6 CAPLUS 

CN lH-Benzimidazole-4-carboxamide, 2- [ [ (4aR, 4bS, 6aR, 7R, 9aS, 9bS , llaR) - ' 

2 , 4a, 4b, 5 , 6, 6a, 7 , 8 , 9, 9a, 9b, 10, 11, 11a- tetradecahydro- 1 , 4a, 6a- trimethyl-2 - 
oxo-lH-indeno [5, 4-f ] quinolin-7-yl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 

0^ NH 2 . 




Me 



RN 851866-26-7 CAPLUS 

CN lH-Benzimidazole-4-carboxamide, N-methyl-2- [ [ (4aR, 4bS, 6aR, 7R, 9aS, 9bS, llaR) 
2 , 4a, 4b, 5 , 6 , 6a, 7 , 8 , 9 , 9a, 9b, 10 , 11 , 11a- tetradecahydro- 1 , 4a, 6a- trimethyl-2 - 
oxo-lH-indeno [5, 4-f] quinolin-7-yl] methyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 851866-27-8 CAPLUS 

CN lH-Benzimidazole-4 -carboxamide , N, N-dimethyl-2 - 

[ [ (4aR,4bS, 6aR, 7R, 9aS, 9bS, llaR) -2 , 4a, 4b, 5, 6, 6a, 7 , 8 , 9, 9a, 9b, 10 , 11, 11a- 
tetradecahydro-1 , 4a, 6a-trimethyl-2 -oxo- lH-indeno [5 , 4 -f ] quinolin-7 - 
yl] methyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




H 



Me 

RN 851866-28-9 CAPLUS 

CN 2H-Indeno [5, 4-f ] quinolin-2 -one , 1 , 4a, 4b, 5 , 6 , 6a, 7 , 8 , 9 , 9a, 9b, 10 , 11 , 11a- 

tetradecahydro-1 , 4a, 6a-trimethyl-7 - [ ( 1 -methyl - lH-imidazo [4 , 5-b] pyridin-2- 
yl) methyl]-, (4aR, 4bS , 6aR, 7R, 9aS , 9bS , llaR) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 851866-29-0 CAPLUS 

CN 2H-Indeno [5, 4-f ] quinolin-2 -one , 1, 4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10, 11, 11a- 

tetradecahydro-1 , 4a, 6a- trimethyl - 7 - [ ( 3 -methyl -3H-imidazo [4 , 5-b] pyridin-2 
yUmethyl] -, (4aR, 4bS , 6aR, 7R f 9aS , 9bS , llaR) - (9CI) (CA INDEX NAME) 



RN 851866-30-3 CAPLUS 

CN 2H-Indeno [5 , 4-f ] quinolin-2 -one, 7- [ ( 1 -ethyl -lH-imidazo [4 , 5-b] pyridin-2- 
yl) methyl] - 1 , 4a, 4b, 5 , 6 , 6a, 7 , 8 , 9 , 9a, 9b, 10 , 11 , 11a- tetradecahydro- 1 , 4a, 6a- 
trimethyl-, (4aR, 4bS , 6aR, 7R, 9aS , 9bS, llaR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Absolute stereochemistry . 




H 



Me 
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RN . .851866-31-4 CAPLUS 

CN 2H-Indeno [5, 4-f ] quinolin-2 -one , 1 , 4a, 4b # 5 , 6 , 6a, 7 , 8 , 9 , 9a, 9b, 10 , 11 , Ha- 
te tradecahydro- 1 , 4a, 6a-trimethyl-7- [ [3- (2 , 2 , 2 - trif luoroethyl ) -3H- 
imidazo [4 , 5-b] pyridin-2 -yl] methyl] - , (4aR, 4bS, 6aR, 7R, 9aS , 9bS , HaR) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




I H 
Me 



RN 851866-32-5 CAPLUS 

CN lH-Benzimidazole-5-carboxylic acid, 2 - [ [ (4aR, 4bS, 6aR, 7R, 9aS, 9bS, HaR) -1- 

ethyl-2 , 4a, 4b, 5 ,6 , 6a, 7 , 8 , 9 , 9a, 9b, 10 , 11 , 11a- tetradecahydro-4a, 6a-dimethyl-2 
oxo-lH-indeno [5, 4-f ] quinolin-7-yl] methyl] - , methyl ester (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry. 
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Et 



RN . 851866-33-6 CAPLUS 

CN lH-Benzimidazole-5-carboxylic acid, 2- [ [ (4aR, 4bS, 6aR, 7R, 9aS, 9bS, llaR) -1- 

ethyl -2 , 4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10, 11, 11a- tetradecahydro-4a , 6a -dimethyl -2- 
oxo-lH-indeno [5, 4 - f ] quinolin-7 -yl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Et 



RN 851866-34-7 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, 2- [ [ (4aR, 4bS, 6aR, 7R, 9aS, 9bS, llaR) - 1 -ethyl - 
2, 4a, 4b, 5, 6, 6a, 7,8,9, 9a, 9b, 10, 11, 11a- tetradecahydro-4a, 6a-dimethyl-2 -oxo- 
lH-indeno[5,4-f]quinolin-7-yl]methyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry . 
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H 



RN 851866-35-8 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, 2 - [ [ (4aR, 4bS, 6aR, 7R, 9aS, 9bS, llaR) - 1 -ethyl - 
2, 4a, 4b, 5,6, 6a, 7,8,9, 9a, 9b, 10, 11, lla-tetradecahydro-4a, 6a-dimethyl-2 -oxo- 
lH-indeno [5, 4-f] quinolin- 7 -yl] methyl] -N, N-dimethyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 851866-36-9 CAPLUS 

CN 2H-Indeno [5 , 4 -f ] quinolin- 2 -one , 7- ( f luoro-lH-imidazo [4 , 5-c] pyridin-2 - 
ylmethyl) - 1 , 4a, 4b, 5 , 6 , 6a, 7 , 8 , 9 , 9a, 9b, 10 , 11 , 11a- tetradecahydro-1 , 4a, 6a- 
trimethyl-, (4aR, 4bS, 6aS, 7S, 9aS, 9bS, llaR) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 851866-37-0 CAPLUS 

CN 2H-Indeno [5, 4-f ] quinolin-2 -one , 7- [ (5-f luoro-lH-benzimidazol-2 - 

yl) methyl] hexadecahydro- 1 , 4a, 6a- trimethyl- , (4aR, 4bS, 6aR, 7R, 9aS, 9bS, llaR) 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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(FILE 'HOME' ENTERED AT 11:18:12 ON 06 AUG 2007) 
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Structure attributes must be viewed using STN Express query preparation. 



